JP2002020386A 

[0093] 

TLC:Rf 0.33 (W®X^;U:^dr+*->=l:l); 
NMR (DMSO-d^) : S 10.94 (s, 1H), 8.67 
(s, 1H), 8.25 (bs, 1H), 7.97(s, 2H), 7.65 (bs, 
1H), 7.25 (t, J = 7.8 Hz, 1H), 6.76-6.64 
(m, 3H), 3.69 (s, 3H), 1.35-1.20 (m, 1H), 0.7 
2-0.63 (m, 2H), 0.52-0.43 (m, 2H)„ 
[0094] 

mmm m 

l-^;U-3-->^P^"Ptf;U-4-(3-^h*v7i^7U 
T5/ r )t° : 7V/P[5,4-b]t° l J^>-5-*^7H+**-5K 
[ft 29] 



2002-1-23 

[0093] 

TLC:Rf 0.33 (ethylacetate :hexane =1:1 ); 
nmr (DMSO -d<suh>6</sub> ):;de 10.94 (s, 1H ), 8.67 (s, 
1H ), 8.25 (bs, 1H ), 7.97 (s, 2H ), 7.65 (bs, 1H ), 7.25 (t, 
J=7.8Hz , 1H ),6.76 - 6.64 (m, 3H ), 3.69 (s, 3H ), 1.35 - 1.20 
(m, 1H ), 0.72 - 0.63 (m, 2H ), 0.52 - 0.43(m, 2H ). 

[0094] 

Working Example 1 (9) 

1 -methyl -3- cyclopropyl -4- (3 -methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 29 ] 
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[0097] 

TLC:Rf 0.36 (WStl^U); 

NMR (DMSO-d,;) : <5 11.12 (1H), 8.84 (s, 1 

H), 8.29 (bs, 1H), 7.66 (bs, 1H), 7.25 (dd, J 

= 5.1, 0.9 Hz, 1H), 6.92 (dd, J = 3.6, 0.9 
Hz, 1H), 6.81 (t, J = 7.5 Hz, 1H), 6.66 (dd, 

J = 5.1, 3.6 Hz, 1H), 6.37-6.24 (m, 3H), 4. 
04 (s, 3H), 3.55 (s, 3H)„ 
[0098] 
SMI 1(11) 

l-y^;U-3-(4-^DP7i-;U)-4-(3-^h+->-7x 
-;UT5/)t7Vn[5,4-b]t 0| Jv>-5-*/U7t-C++J- 
5K 

[-lb 3i] 



2002-1-23 

[0097] 

TLC:Rf 0.36 (ethylacetate ); 

nmr(DMSO-d<Sub>6</sub>):;de 11.12(1 H), 8.84(s, 1H), 
8.29 (bs, 1H ), 7.66 (bs, 1H ), 7.25 (dd, J=5.1, 0.9Hz , 1H ), 
6.92 (dd, J=3.6, 0.9Hz , 1H ),6.81 (t, J=7.5Hz , 1H ), 6.66 (dd, 
J=5. 1, 3.6Hz , 1H ), 6.37 - 6.24 (m, 3H ), 4.04 (s, 3H ), 3.55 
(s,3H). 

[0098J 

Woridng Example 1 (11) 

1 -methyl -3- (4 -chlorophenyl ) - 4 - (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 31 ] 
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[0103] 

TLC:Rf 0.30 (WStl^U); 

NMR (DMSO-dj) : S 8.62 (s, 1H), 8.14 (s, 
1H), 7.73 (bs, 1H), 7.39 (bs, 1H), 7.03 (t, J 
= 8.4 Hz, 1H), 6.43-6.35 (m, 1H), 6.27-6.20 
(m, 2H),3.99 (s, 3H), 3.64 (s, 3H), 1.33 (s, 

9H)„ 

[0104] 

1(14) 

l-7x-;U-3-->^P7»"Ptf;U-4-(3->h*'>7x- 

K 

[ft 34] 



[0103] 

TLC:Rf 0.30 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 8.62 (s, 1H ), 8.14 (s, 
1H ), 7.73 (bs, 1H ), 7.39 (bs, 1H ), 7.03 (t, J=8.4Hz , 1H ), 
6.43 - 6.35(m, 1H ), 6.27 - 6.20 (m, 2H ), 3.99 (s, 3H ), 3.64 
(s,3H),1.33(s,9H). 



[0104] 

Working Example 1 (14) 

1 -phenyl -3- cyclopropyl -4- (3 -methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Formula 34 ] 
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[0105] 

TLC:Rf 0.44 (^PP-hVUA:^-/— ^=9:1); 
NMR (CDC1 3 ) : <5 10.50 (s, 1H), 8.61 (s, 1 
H), S.12 (t, J = 7.5 Hz, 2H), 7.49 (t, J = 8. 
1 Hz, 2H), 7.31-7.17 (m, 2H), 6.78-6.62 (m, 
311) 6 00-5.60 (brs, 2H), 1.37- 1.25 (m, 1H), 
0.90-0.81 (m, 2H), 0.53-0.48 (m, 2H)„ 
[0106] 

mmm 1(15) 

l-^;U-3-7i-;U-4-(3-^h*'>7x-;UT5y') 
t°7 > /P[5,4-b]t° l Ji?>-5-*JU7H+-y-=K 
[-fb 35] 



[0105] 

TLC:Rf 0.44 (chloroform methanol =9:1); 
nmr (CDCl<sub>3<^sub> ):;de 10.50 (s, 1H ), 8.61 (s, 1H ), 
8.12 (t, J=7.5Hz , 2H ), 7.49 (t, J=8.1Hz , 2H ), 7.31 - 7.17 
(m, 2H ), 6.78- 6.62 (m, 3H ), 6.00 - 5.60 (brs, 2H ), 1 .37 - 
1.25 (m, 1H ), 0.90 - 0.81 (m, 2H ), 0.53 - 0.48(m, 2H ). 



[0106] 

Working Example 1 (15) 

1 -methyl -3- phenyl -4- (3 -methoxyphenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 35] 
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Working Example 1 (16) 



pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Fomiula 36] 
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NMR (DMSOA) : 8 10.97 (s, 1H), 8.78 
(s, 1H), 8.26 (bs, 1H), 7.62(bs, 1H), 7.48-7.3 
7 (m, 1H), 7.16-7.05 (m, 3H), 3.92 (s, 3H), 
1.71 (s, 3H)„ 

[0110] 

mmm 1(17) 

h3->M*)l-4-(3-h'nn*n**)tstt7n:- 

^rz/)tf^/a[5A-b]tf>J'J>-5--hi\y^i^S. 

K 

It 37] 



2002-1-23 

nmr (DMSO -d<sub>6</sub> ):;de 10.97 (s, 1H ), 8.78 (s, 
1H ), 8.26 (bs, 1H ), 7.62 (bs, 1H ), 7.48 - 7.37 (m, 1H ), 7.16- 
7.05 (m, 3H ), 3.92 (s, 3H ), 1.71 (s, 3H ). 

[0110] 

Working Example 1 (17) 

1 and 3 -dimethyl -4- (3 -triftuoromethyl thiophenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 37] 
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NMR CDMSO-cy : S 11.04 (s, 1H), 8.79 rmir(DMSO -d<sub>6</sub>):;de 11.04 (s, 1H ), 8.79 (s, 

(s, 1H), 8.29 (bs, 1H), 7.63(bs, 1H), 7.54-7.3 1H ), 8.29 (bs, 1H ), 7.63 (bs, 1H ), 7.54 - 7.32 (m, 4H ), 

2 (m, 4H), 3.92 (s, 3H), 1.66 (s, 3H)„ 3.92(s, 3H ), 1.66 (s, 3H ). 

[0112] [0112] 

Sit #i| 1(18) Woikiiig Example 1(18) 

1 ,3-V AM-P-Ih+V'?! - )\sTs.S)\i.z>y 1 and 3 -dimethyl -4- (3 -ethoxy phenylamino ) pyrazolo [5 

D[5,4-b]tf U vV-S-^UMWr+fSK and 4 -b ] pyridine -5-carboxamide 

[lb 38] [Chemical Formula 38 ] 




[0113] [0113] 
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TLC:Rf 0.36 (^DD^UA:;^— 7U=9:1); 
NMR (CDCI3) : S 10.58 (s, 1H), 8.52 (s, 1 
H), 7.21-7.15 (m, 1H), 6.72-6.65 (m, 3H), 5. 
85-5.60 (brs, 2H), 3.99 (s, 3H), 3.97 (q, J = 
6.9 Hz,2H), 1.77 (s, 3H), 1.37 (t, J = 6.9 H 
z, 3H)„ 
[0114] 

1(19) 

i,3-y^;u-4-(3--Tv^"Dtf;^*->7i^;ur 

5/)t°5 , /P[5,4-b]t° l Jv>-5-*^++h5K 
[ft 39] 



2002-1-23 

TLC Rf 0.36 (cMoroform methanol =9 : 1 ); 

nmr (CDCl<sub>3^sub> ):;de 10.58 (s, 1H ), 8.52 (s, 1H ), 

7.21 - 7.15 (m, 1H ), 6.72 - 6.65 (m, 3H ), 5.85 -5.60 (brs, 

2H ), 3.99 (s, 3H ), 3.97 (q, J=6.9Hz , 2H ), 1.77 (s, 3H ), 1.37 

(U=6.9Hz,3H). 



[0114] 

Working Example 1 (19) 

1 and 3 -dimethyl -4- (3 -isopropyl oxy phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 39 ] 
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[0116] 

nmm 1(20) 

p[5,4-b]egy>-5-*;u7t<*-9-5K 

[ft 40] 



[0116] 

Watking Example 1 (20) 

1 and 3 -dimethyl -4- (3 -phenyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 40] 
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[0117] 

TLC:Rf 0.32 (^PP-h^A:/^— ^=9:1); 
NMR (DMSO-dj) : S 11.10 (s, 1H), 8.75 
(s, 1H), 8.30-8.10 (brs, 1H), 7.60-7.57 (m, 3 
H), 7.45-7.34 (m, 6H), 7.13-7.04 (m, 1H), 3. 
88 (s, 3H),1.66 (s, 3H)„ 
[0118] 

mmm 1(21) 

l,3-v^^-4-(3-'<>yjU^-+v7i-yur5>0 

e7Vp[5,4-b]e'j^>-5-^;i,7t<+-9-5K 

[ft 41] 



2002-1-23 

[0117] 

TLC:Rf 0.32 (chloroform methanol =9:1); 
nmr(DMSO-d<sub>6</sub>):;de 11.10(s, 1H), 8.75 (s, 
1H), 8.30 - 8.10 (brs, 1H ), 7.60 - 7.57 (m, 3H ), 7.45 -7.34 
(m, 6H ), 7.13 - 7.04 (m, 1H ), 3.88 (s, 3H), 1.66 (s, 3H ). 

[0118] 

Working Example 1 (21) 

1 and 3 -dimethyl -4- (3 -benzyloxy phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 41 ] 
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TLC:Rf 0.28 (^PP^yUA:^^— yU=9:l); 
NMR (DMSOA) : <S 10.81 (s, 1H), 8.77 
(s, 1H), 8.24 (brs, 1H), 7.90-7.84 (m, 2H), 7. 
62 (brs, 1H), 7.58-7.46 (m, 2H), 3.93 (s, 3 
H), 1.80 (s,3H)„ 
[0122] 

nmm 1(23) 

i,3-v^yu-4-(3-y-tr^;u7x^yi,r5^)t7V/ 

P [5,4-b]tf U y>-5-*>U#*-tJ-5K 
[ft 43] 



2002-1-23 

TLC:Rf 0.28 (chloroform methanol =9:1); 
nmr(DMSO-d<3!ub>6</sub>):;de 10.81 (s, 1H), 8.77 (s, 
1H ), 8.24 (brs, 1H ), 7.90 - 7.84 (m, 2H ), 7.62 (brs, 1H ), 
7.58- 7.46 (m, 2H ), 3.93 (s, 3H ), 1.80 (s, 3H ). 

[0122] 

Working Example 1 (23) 

1 and 3 -dimethyl -4- (3 -acetyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 43] 
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[0124] 

l,3-v^^-4-(3-^>V-f;U7i-^T5>')t 0: 5 

VD[5,4-b]egy>-5-*;u7K*-tt5K 

[ft 44] 



2002-1-23 

[0124] 

Working Example 1 (24) 

1 and 3 -dimethyl -4- (3 -benzoyl phenylamino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 44] 
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[0127] 

TLC:Rf 0.30 (Witl^U); 

NMR (DMSO-d^) : <5 10.98 (s, 1H), 8.74 

(s, 1H), 8.22 (bs, 1H), 7.560k, 1H), 7.23 (t, 

J = 8.1 Hz, 1H), 7.01 (s, 1H), 7.00 (d, J = 

8.1 Hz, 1H), 6.84 (d, J = 8.1 Hz, 1H), 3.89 

(s, 3H), 2.42 (s, 3H), 1.69 (s, 3H)„ 

[0128] 



i,3-yy^;u-4-(3-i^vu-7x=;ur5-oi;5y 

P[5,4-b]t°'jy>-5-*JU7t-s+-9-5K 



[0127] 

TLC:Rf 0.30 (ethylacetate ); 

nmr (DMSO -d<Sub>6</sub> ):;de 10.98 (s, 1H ), 8.74 (s, 
1H ), 8.22 (bs, 1H ), 7.56 (bs, 1H ), 7.23 (t, J=8.1Hz , 1H ), 
7.01 (s, lH),7.00(d, J=8.1Hz, 1H), 6.84 (d, J=8.1Hz , 1H), 
3.89 (s, 3H ), 2.42 (s, 3H ), 1 .69 (s, 3H ). 



[Chemical Formula 46 ] 



HoN 




[0129] 

TLC:Rf 0.22 ($ 'DD7M/ -U.^ J- 11=9 >:1); 
NMR (DMSO-ds) : 6 10.91(s, 1H), 8.75(s, 



[0129] 

TLCRf 0.22 (chloroform methanol =9:1); 
nmr03MSO-d<sub>6</sub>):;de 10.91 (s, 1H), 8.75 (s, 
1H ), 8.25 (s, 1H ), 7.60 0>rs, 1H ), 7.10 - 7.35 (m, 4H ), 
4.17(s,lH),3.89(s,3H),1.67(s,3H). 
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[0131] 

TLC:Rf 0.65 (^PP/h^A:/^-/— ^=9:1); 
NMR CDMSO-d^) : S 11.05 (s, 1H), 8.73 
(s, 1H), 8.20 (br, 1H), 7.54(br, 1H), 7.26 (d 
d, J = 8.0, 8.0 Hz, 1H), 7.08-7.03 (m, 2H), 
6.96 (d, J= 8.0 Hz, 1H), 5.16 (t, J = 6.2 Hz, 

1H), 4.42 (d, J = 6.2 Hz, 2H), 3.87(s, 3H), 

1.61 (s, 3H)„ 
[0132] 
SMI 1(28) 

ri7yp[5,4-b]t^>-5-;b;utf*^:=K 
[lb 48] 



2002-1-23 

[0131] 

TLC:Rf 0.65 (chloroform methanol =9 : 1 ); 

nmr (DMSO -d<Sub>6</sub> ):;de 11.05 (s, 1H ), 8.73 (s, 

1H ), 8.20 (br, 1H ), 7.54 (br, 1H ), 7.26 (dd, J=8.0, 8.0Hz , 

1H), 7.08 - 7.03(m, 2H ), 6.96 (d, J=8.0Hz , 1H ), 5.16 (t, 

J=6.2Hz, 1H ), 4.42 (d, J=6.2Hz,2H), 3.87 (s,3H), 1.61 (s, 

3H). 

L0132J 

Working Example 1 (28) 

1 and 3 -dimethyl -4- (3 -acetylamino phenylamino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 48] 
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[0134] 

nmm 1(29) 

TS>oe^D[5,4-b]eUi?>-5-*;i«tf*-*5K 

lit 49] 



[0134] 

Working Example 1 (29) 

1 and 3 -dimethyl -4- (3 -butyl sulfamoyl phenylamino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 49 ] 



0 HN 



CH, 




[0135] 

TLC:Rf 0.25 (pnnHV\,A:*$J— ;U=9:1); 
NMR (DMSO-de) : c5 11.14 (s, 1H), 8.80 
(s, 1H), 8.35 (brs, 1H), 7.67(brs, 1H), 7.57 
(brs, 1H), 7.60-7.37 (m, 4H), 3.91 (s, 3H), 2. 
63 (q, J= 7.2 Hz, 2H), 1.65 (s, 3H), 1.35-1.1 
5 (m, 4H), 0.78 (t, J = 7.2 Hz, 3H)„ 
[0136] 

mmm Km 



[0135] 

TLCRf 0.25 (chloroform methanol =9:1); 
nmr(DMSO-d<sub>6</sub>):;de 11.14 (s, 1H), 8.80 (s, 
1H ), 8.35 (brs, 1H ), 7.67 (brs, 1H ), 7.57 (brs, 1H ), 7.60 - 
7.37(m, 4H ), 3.91 (s, 3H ), 2.63 (q, J=7.2Hz , 2H ), 1.65 (s, 
3H ), 1.35 - 1.15 (m, 4H ), 0.78 (t, J=7.2Hz , 3H ). 

[0136] 

Working Example 1 (30) 
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[Chemical Formula 50] 



H 9 N 




[0137] 

TLC:Rf 0.36 (jft&X^U); 
NMR (DMSO-d 6 ) : 6 10.96 (s, 1H), 8.74 
(s, 1H), 8.20 (bs, 1H), 7.55(bs, 1H), 7.19 (t, 
J = 8.4 Hz, 1H), 6.74-6.68 (m, 1H), 6.67 (s, 
1H), 6.63 (d, J = 8.4 Hz, 1H), 3.89 (s, 3 
H), 3.87 (t, J = 6.9 Hz, 2H), 1.69 (s,3H), 1. 
68 (sext, J= 6.9 Hz, 2H), 0.94 (t, J = 6.9 H 
z, 3H). 
[0138] 
£Mm 1(31) 

T5./)\l^Jn[5,A-b]\i')-J>-5-i])l,^^ 
lit 51] 



[0137] 

TLC:Rf 0.36 (ethylaoetate ); 

nmr (DMSO -d<sut»6</sub> ):;de 10.96 (s, 1H ), 8.74 (s, 
1H ), 8.20 (bs, 1H ), 7.55 (bs, 1H ), 7.19 ft J=8.4Hz , 1H ), 
6.74 - 6.68(m. 1H ). 6.67 (s, 1H ), 6.63 (d, J=8.4Hz , 1H ), 
3.89 (s, 3H ), 3.87 ft J=6.9Hz , 2H ), 1.69 (s, 3H ), 1.68 (sext, 
J=6.9Hz , 2H ), 0.94 ft J=6.9Hz , 3H ). 



[0138] 

Working Example 1 



[Chemical Formula 51 ] 
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HoN 




[0139] 

TLC:Rf 0.35 (ft»X*fl,); 

NMR (DMS0-d„) : 5 10.98 (s, 1H), 8.74 

(s, 1H), 8.21 (bs, 1H), 7.56(bs, 1H), 7.19 (t, 

J = 8.4 Hz, 1H), 6.70-6.60 (m, 3H), 4.80-4.7 

2 (m, 1H), 3.89 (s, 3H), 1.90-1.46 (m, 8H), 

1.68 (s, 3H). 

[0140] 

mmm 1(32) 



[0139] 

TLC:Rf 0.35 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.98 (s, 1H ), 8.74 (s, 
1H ), 8.21 (bs, 1H ), 7.56 (bs, 1H ), 7.19 (t, J=8.4Hz , 1H ), 
6.70 - 6.60(m, 3H ), 4.80 - 4.72 (m, 1H ), 3.89 (s, 3H ), 1.90 - 
1.46 (m, 8H ), 1.68 (s,3H). 

[0140] 



[Chemical Formula 52] 
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[0141] 

TLC:Rf 0.52 (ft»X*fl,); 
NMR (DMS0-d 6 ) : 5 11.05 (br, 1H), 8.74 
(s, 1H), 8.23 (br, 1H), 7.58(br, 1H), 7.18 (d 
d, J = 8.1, 8.1 Hz, 1H), 6.73-6.61 (m, 3H), 
4.32-4.23(m, 1H), 3.88 (s, 3H), 1.90-1.81 (m, 
2H), 1.72-1.59 (m, 1H), 1.66 (s, 3H), 1.54- 
1.43 (m, 1H), 1.43-1.13 (ra, 6H)„ 
[0142] 

mmm i(33) 

l,3-y^;U-4-(3-(2H-3,4,5,6--fh : 5tKnt" ; 5>- 



[0141] 

TLC:Rf 0.52 (ethylacetate ); 

nmr (DMSO -d<sut»6</sub> ):;de 1 1 .05 (br, 1H ), 8.74 (s, 
1H ), 8.23 (br, 1H ), 7.58 (br, 1H ), 7.18 (dd, J=8.1, 8.1Hz , 
1H ), 6.73 - 6.61(m, 3H ), 4.32 - 4.23 (m, 1H ), 3.88 (s, 3H ), 
1.90 - 1.81 (m,2H), 1.72 - 1.59 (m, 1H ), 1.66 (s, 3H ),1.54 - 
1.43(m, 1H), 1.43 -1.13 (m,6H). 

[0142] 

Working Example 1 (33) 

1 and 3 -dimethyl -4- (3 - (2 H-3, 4, 5, 6-tetrahydropyran -4- 
yl ) oxy phenylamino ) pvrazolo [5 and 4 -b ] pyridine 
-5-carboxamide 
[Chemical Formula 53 ] 
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[0143] 

TLC:Rf 0.40 (BtiSX*;U); 
NMR (DMSO-d«) : 8 11.11 (br, 1H), 8.75 
(s, 1H), 8.25 (br, 1H), 7.60(br, 1H), 7.23-7.1 
7 (m, 1H), 6.78-6.75 (m, 2H), 6.66 (d, J = 
7.8 Hz, 1H), 4.58-4.48 (m, 1H), 3.89 (s, 3H), 
3.84-3.76 (m, 2H), 3.47-3.38 (m, 2H), 1 .95 
-1.85 (m, 2H), 1.65 (s, 3H), 1.58-1.45 (m, 2 
H)„ 
[0144] 

1(34) 



[0143] 

TLC:RfO.< 



(evhylacetale ), 



nmr (DMSO -d<sut»6</sub> ):;de 1 1. 1 1 (br, 1H ), 8.75 (s, 
1H ), 8.25 (br, 1H ), 7.60 (br, 1H ), 7.23 - 7.17 (m, 1H ), 6.78- 
6.75 (m, 2H ), 6.66 (d, J=7.8Hz , 1H ), 4.58 - 4.48 (m, 1H ), 
3.89 (s, 3H ), 3.84 - 3.76 (m, 2H ), 3.47 -3.38 (m, 2H ), 1.95 - 
1 .85 (m, 2H ), 1 .65 (s, 3H ), 1.58 - 1 .45 (m, 2H ). 



[0144] 

Working Example 1 



[Chemical Formula 54] 
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H,N 




[0145] 

TLC:Rf 0.32 (BtiSX^U); 
NMR (CDC1 3 ) : S 10.59 (s, 1H), 8.53 (s, 1 
H), 7.23-7.15 (m, 1H), 6.77-6.71 (m, 1H), 6. 
67-6.61 (m, 2H), 5.83 (bs, 2H), 4.90-4.82 (m, 
1H), 3.99 (s, 3H), 3.98-3.83 (m, 4H), 2.23- 
2.04 (m, 2H), 1.77 (s, 3H)„ 
[0146] 
£MW 1(35) 

i,3-y^ <: ? 1 ^-4-(3-(>^;ux;u7h-7ur5/px 



[0145] 

TLC:Rf 0.32 (ethylacetate ); 

nmr (CDCl<sub>3</sub> ):;de 10.59 (s, 1H ), 8.53 (s, 1H ), 
7.23 - 7.15 (m, 1H ), 6.77 - 6.71 (m, 1H ), 6.67 -6.61 (m, 2H ), 
5.83 (bs, 2H ), 4.90 - 4.82 (m, 1H ), 3.99 (s, 3H ), 3.98 - 3.83 
(m, 4H ), 2.23 - 2.04(m, 2H ), 1 .77 (s, 3H ). 



[Chemical Formula 55 ] 
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[0147] 

TLC:Rf 0.30 (Jfl'lb/ i 3 L UV:^>'— ^=10:1); 
NMR (DMSO-d e ) : 3 10.96 (s, 1H), 9.72 
(s, 1H), 8.75 (s, 1H), 8.23 (bs, 1H), 7.59 (b 
s, 1H), 7.27 (t, J - 8.1 Hz, 1H), 7.00-6.92 
(m, 2H), 6.87-6.81 (m, 1H), 3.89 (s, 3H), 2.9 
4 (s, 3H), 1.70 (s, 3H)„ 
[0148] 

1(36) 

i-^;u-3-i^;u-4-(3->h+->7x-;i,r5/)t° 
7Vn[5,4-b]t 0| jy>-5-A^^4-9-5K 

[•fb 56] 



[0147] 

TLCRf 0.30 (methylene chloride methanol =10:1 ); 
nmr (DMSO -d<sub>6</sub> ):;de 10.96 (s, 1H ), 9.72 (s, 
1H ), 8.75 (s, 1H ), 8.23 (bs, 1H ), 7.59 (bs, 1H ), 7.27 (t, 
J=8.1Hz, 1H ),7.00 - 6.92 (m, 2H ), 6.87 - 6.81 (m, 1H ), 3.8S 
(s, 3H ), 2.94 (s,3H), 1.70 (s.3H ). 

[0148] 



[Chemical Formula 56 ] 
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jSjjfi#l| 1(37) 

5y)e5VD[5,4-b]e'je?>-5-*ji,**ij-sK 



Working Example 1 (37) 



[Chemical Formula 57 ] 




[0151] 

TLC:Rf 0.50 (MH >Mtf ilWH :20); 
NMR (DMSO-d 6 ) : fi 11.08 (br, 1H), 8.74 
(s, 1H), 8.25 (br, 1H), 7.60(br, 1H), 7.19 (d 
d, J = 8.0, 8.0 Hz, 1H), 6.68-6.56 (m, 3H), 
4.61 (quintet, J = 7.1 Hz, 1H), 3.88 (s, 3H), 
2.35-2.23 (m, 2H), 2.03-1.85 (m, 2H), 1 .79 
-1.64 (m, 1H), 1.89 (s, 3H), 1.64-1.49 (m, 1 
H)„ 
[0152] 

mmm i(38) 

l,3-V>-?;U-4-(3-((3S)-l-^h+V*;L-7t<-;Ut" 

Dijy>-3--fjl/t*v)7iz;u7;y)t7yn 

[5,4-b]tfgyV-5-*;U7K+^5h' 

[-lb 58] 



|0151] 

TLC:Rf 0.50 (toluene :ethylacetate =1 :20 ); 
nmr (DMSO -d<sub>6</sub> ):;de 11 .08 (br, 1H ), 8.74 (s, 
1H ), 8.25 (br, 1H ), 7.60 (br, 1H ), 7.19 (dd, J=8.0, 8.0Hz , 
1H). 6.68 - 6.56(m. 3H ). 4.61 (quintet, J=7.1Hz , 1H),3.88 
(s, 3H ), 2.35 - 2.23 (m, 2H), 2.03 - 1.85 (m, 2H ), 1.79 - 1.64 
(m, 1H),1 89(s,3H), 1.64- 1 49 (m, 1H) 



[0152] 

Working Example 1 (38) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -methoxycarbonyl 
pyrrolidine -3- yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] 
pyridine -5-carboxamide 



[Chemical Formula 58 ] 
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[0153] 

TLC:Rf 0.55 (ft«X*7U:>*/— >U=10:1); 
NMR (DMSO-d«) : 6 10.93 (br, 1H), 8.73 
(s, 1H), 8.19 (br, 1H), 7.55(br, 1H), 7.20 (d 
d, J = 8.4, 8.4 Hz, 1H), 6.72-6.63 (a, 3H), 
4.99 (ra, 1H), 3.87 (s, 3H), 3.57 & 3.56 (s, 
3H), 3.53-3.27 (m, 4H), 2.18-1.95 (m,2H) , 
1.68 (s, 3H)„ 
[0154] 

mmm 1(39) 



[0153] 

TLC:Rf 0.55 (ethylacetate : 



anol=10:l); 



nmr (DMSO -d<sub>6</sub> ):;de 10.93 (br, 1H ), 8.73 (s, 
1H ), 8.19 (br, 1H ), 7.55 (br, 1H ), 7.20 (dd, J=8.4, 8.4Hz , 
1H ), 6.72 - 6.63(m, 3H ), 4.99 (m, 1H ), 3.87 (s, 3H ), 3.57 
& 3.56 (s, 3H ), 3.53 - 3.27 (m, 4H ), 2.18 - 1.95 (m, 
2H),1.68(s,3H). 

[0154] 

Working Example 1 (39) 



[Chemical Formula 59 ] 
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[0155] 

TLC:Rf 0.27 (^□□/h^A:^/— ^=10:1); 
NMR (DMSO-c^) : 5 10.91 (s, 1H), 9.43 
(s, 1H), 8.72 (s, 1H), 8.20 (br.s, 1H), 7.54 (b 
r.s, 1H), 7.09 (t, J = 7.8 Hz, 1H), 6.55-6.45 
(m, 3H),3-87 (s, 3H), 1.70 (s, 3H)„ 
[0156] 

mmm 1(40) 

l-(4-^;U7i-7U)-3->^^-4-(3-^h+v7i 



[0155] 

TLC:Rf 0.27 (chloroform :rnethanol =10:1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.91 (s, 1H ), 9.43 (s, 

1H ), 8.72 (s, 1H ), 8.20 (br.s, 1H ), 7.54 (br.s, 1H ), 7.09 (t, 

J=7.8Hz , 1H ),6.55 - 6.45 (m, 3H ), 3.87 (s, 3H ), 1.70 (s, 

3H). 

[0156] 

Working Example 1 (40) 
l-(4-methylphenyl)-3-r 



ethyl -4- (3 -methoxyphenyl 
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— ;UT5^)t°5*/D[5,4-b]tf l Ji'>-5-A^U»H4r'9" amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

lit 60] [Chemical Formula 60 ] 



Page 119 Paterra® InstantMT® Machine Translation (U.S. Pat Ser. No. 6,490,548; Pat. Pending Ser. No. 10/367,296) 



JP2002020386A 

[0157] 

TLC:Rf 0.60 (^PP-h^A:^^— ^=9:1); 
NMR (DMSO-dc) : S 10.91 (s, 1H), 8.79 
(s, 1H), 8.26 (brs, 1H), 8.03(d, J = 8.1 Hz, 
2H), 7.66 (brs, 1H), 7.31 (d, J = 8.1 Hz, 2 
H), 7.21 (U = 8.4 Hz, 1H), 6.75-6.67 (m, 3 
H), 3.71 (s, 3H), 2.35 (s, 3H), 1.79 (s, 3H)„ 
[0158] 

mmm \m 

l->^;U-4-(3->h*i/7x=.yur5-/)tf7VP[5, 

4-b] t° ') v>-5- A jutf^-tf-s K 

[ft 61] 



2002-1-23 

[0157] 

TLC:Rf 0.60 (chloroform methanol =9 : 1 ); 
nmr (DMSO -d<Sub>6</sub> ):;de 10.91 (s, 1H X 8.79 (s, 
1H ), 8.26 (brs, 1H ), 8.03 (d, J=8. 1Hz , 2H ), 7.66 (brs, 1H ), 
7.31 (d, J=8.1Hz , 2H ),7.21 (t, J=8.4Hz , 1H ), 6.75 - 6.67 (m, 
3H ), 3.71 (s, 3H ), 2.35 (s, 3H ), 1 .79 (s, 3H ). 

[0158] 

Working Example 1 (41) 

1 -methyl -4- (3 -methoxyphenyl amino ) pyrazolo [5 and 4 
-b ] pyridine -5-carboxamide 
[Chemical Formula 61 ] 
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[0161] [0161] 
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TLC:Rf 0.36 (^DD^UA:.^,/— ,»U=9:1); 
NMR (DMSO-d6) : 5 10.92 (s, 1H), 8.82 
(s, 1H), 8.35-8.20 (brs, 1H), 7.82-7. 79 (m, 2 
H), 7.73-7.60 (brs, 1H), 7.42 (t, J = 8.1 Hz, 
1H), 7.22(t, J = 8.1 Hz, 1H), 6.89- 6.85 (m, 
1H), 6.75-6.68 (m, 3H), 3.82 (s, 3H), 3.71 
(s, 3H), 1.80 (s, 3H)„ 
[0162] 
Sffitt 1(43) 

l-(4-*h*->7i-;U)-3->-fJU-4-(3->h*->?i 

-;uT5^)t7Vn[5,4-b]t 0| Jv>-5-*/u-t-:*+*- 
5K 

[ft 63] 



2002-1-23 

TLC:Rf 0.36 (chloroform methanol =9 : 1 ); 
nmr (DMSO -d6 ):;de 10.92 (s, 1H ), 8.82 (s, 1H ), 8.35 - 8.20 
(brs, 1H ), 7.82 - 7.79 (m, 2H ), 7.73 -7.60 (brs, 1H ), 7.42 (t, 
J=8.1Hz, lH),7.22(U=8.1Hz, 1H), 6.89 - 6.85 (m, 1H), 
6.75 - 6.68 (m, 3H ), 3.82 (s, 3H ),3.71 (s, 3H ), 1.80 (s, 3H ). 

[0162] 

Working Example 1 (43) 

1 - (4 -methoxyphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 63 ] 
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TLC:Rf 0.46 (9PP*)I/A:^>'- ;U=9:1); 
NMR (DMSO-d^) : S 10.93 (s, 1H), 8.78 
(s, 1H), 8.30-8.20 (brs, 1H),8.00 (d, J = 9.0 
Hz, 2H), 7.67-7.58 (brs, 1H), 7.22 (t, J = 8.1 
Hz, 1H), 7.08 (d, J = 9.0 Hz, 2H), 6.75-6.6 
7 (m, 3H), 3.80 (s, 3H), 3.71 (s, 3H), 1.79 
(s, 3H)„ 
[0164] 
SMI 1(44) 

l-(3-^;U7i-7U)-3->^JU-4-(3->h*->7x 

-;uT5^)t7yn[5,4-b]t 0| Jv>-5-73/u**+*- 
5K 

lit 64] 



2002-1-23 

TLC:Rf 0.46 (chloroform methanol =9 : 1 ); 

mnr (DMSO -d<3iub>6</sub> ):;de 10.93 (s, 1H ), 8.78 (s, 

1H ), 8.30 - 8.20 (brs, 1H ), 8.00 (d, J=9.0Hz , 2H ), 7.67 - 

7.58(brs, 1H ), 7.22 (t, J=8.1Hz , 1H ), 7.08 (d, J=9.0Hz , 

2H ), 6.75 - 6.67 (m, 3H ), 3.80 (s, 3H ), 3.71 (s, 3H ), 1.79 (s, 

3H). 

[0164] 

Working Example 1 (44) 

1 - (3 -methylphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 64 ] 
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TLC:Rf 0.50 (^PP^yUA:^^— VU=10:1); 
NMR (DMSO-d^) : S 10.82 (s, 1H), 8.74 
(s, 1H), 8.21 (bs, 1H), 7.56(bs, 1H), 7.17 (d, 
J = 8.1 Hz, 1H), 6.70-6.61 (m, 2H), 6.56 
(d, J = 8.1Hz, 1H), 3.91 (s, 3H), 3.69 (s, 3 
H), 2.25-2.10 (m, 1H), 1.65-1.43 (m, 6H), 1. 
35-1.15 (m, 2H)„ 
[0168] 
SMI 1(46) 

l-(2-9D07i-*)-3->? JU-4-(3->h+->7x 

-;uT5^)t7yn[5,4-b]t 0| Jv>-5-*/u-t-:++*- 
5K 

[-lb 66] 



2002-1-23 

TLCRf 0.50 (cMoroform methanol =10:1 ); 
nmr (DMSO -d<3iub>6</sub> ):;de 10.82 (s, 1H ), 8.74 (s, 
1H ), 8.21 (bs, 1H ), 7.56 (bs, 1H ), 7.17 (d, J=8.1Hz , 1H ), 
6.70 - 6.61(m, 2H ), 6.56 (d, J=8.1Hz , 1H ), 3.91 (s, 3H ), 
3.69 (s, 3H), 2.25 - 2.10 (m, 1H ), 1.65 - 1.43 (m, 6H ), 1.35 
-1.15 (m,2H). 

[0168] 

Working Example 1 (46) 

1 - (2 -chlorophenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 66 ] 
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[0169] 

TLC:Rf 0.48 (^*-tf->itiSI*;U=l:3); 
NMR (DMSO-d 6 ) : S 10.93 (br, 1H), 8.67 
(s, 1H), 8.23 (br, 1H), 7.70(dd, J = 7.7, 1.8 
Hz, 1H), 7.66-7.49 (m, 4H), 7.25 (dd, J = 7. 
7, 7.7 Hz, 1H), 6.78-6.67 (m, 3H), 3.72 (s, 3 
H), 1.78 (s, 3H)„ 
[0170] 

mm® i(47) 

1-(3-?DD7i^U)-3->^U-4-(3-j<H*->:7i 
^;UT5/)t° i 7V'P[5,4-b]t° l JvV-5-*JU7H++J- 

5K 

[lb 67] 



[0169] 

TLC:Rf 0.48 (hexane :ethylacetate =1:3); 
nmr (DMSO -d<sub>6</sub> ):;de 10.93 (br, 1H ), 8.67 (s, 
1H ), 8.23 (br, 1H ), 7.70 (dd, J=7.7, 1.8Hz , 1H ), 7.66 - 7.49 
(m, 4H ), 7.25(dd, J=7.7, 7.7Hz , 1H ), 6.78 - 6.67 (m, 3H ), 
3.72 (s, 3H ), 1.78 (s,3H). 



[0170] 

Working Example 1 (47) 

1 - (3 -chlorophenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Formula 67 ] 
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[0171] [0171] 

TLC:Rf 0.50 (^*^>:iffltl^;U=l:l); TLC:Rf 0.50 (hexane :ethylacetate =1:1 ); 

NMR (DMSO-d 6 ) : S 10.95 (br, 1H), 8.84 nmr(DMSO -d<3sub>6</sub> ):;de 10.95 (br, 1H ), 8.84 (s, 

(s, 1H), 8.39 (dd, J = 2.0,2.0 Hz, 1H), 8.28 1H ), 8.39 (dd, J=2.0, 2.0Hz , 1H ), 8.28 (br, 1H ), 8.22 - 8.18 

(br, 1H), 8.22-8.18 (m, 1H), 7.70 (br, 1H), 7. (m, 1H), 7.70(br, 1H ), 7.55 (dd, J=8.1, 8.1Hz , 1H ), 7.38 - 
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55 (ddj = 8.1, 8.1 Hz, IB), 7.38-7.33 (m, 1 
H), 7.22 (dd, J = 8.0, 8.0 Hz, 1H),6. 79-6.68 
(m, 3H), 3.72 (s, 3H), 1.79 (s, 3H)„ 
[0172] 
SMI 1(48) 

l-(4-9D07i-JI/)-3->fft-4-(3-/h*v7x 

-;uT5/)t7Vn[5,4-b]t 0| jy>-5-73;u**-9- 
SK 

It 68] 



7.33 (m, 1H ), 7.22 (dd, J=8.0, 8.0Hz , 1H ), 6.79 - 6.68 (m, 
3H),3.72(s,3H),1.79(s,3H). 

[0172] 

Working Example 1 (48) 

1 - (4 -chlorophenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 68 ] 
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[0173] 

TLC:Rf 0.38 (~4r-*>iffl&X*A,=l : l); 
NMR (DMSO-d 6 ) : S 10.94 (br, 1H), 8.81 
(s, 1H), 8.29 (br, 1H), 8.26(d, J = 9.0 Hz, 2 
H), 7.69 (br, 1H), 7.58 (d, J = 9.0 Hz, 2H), 

7.22 (ddj = 8.1, 8.1 Hz, 1H), 6.77-6.67 (m, 

3H), 3.71 (s, 3H), 1.79 (s, 3H)„ 
[0174] 

mmm 1(49) 

i-i ; f;u-3-^u-4-(3-*h*->:7i-;i,TS.<')tf 

7Vp[5,4-b]t° i jy>-5-*ju7H*-y-5K 

[-fb 69] 



[0173] 

TLC:Rf 0.38 (hexane :ethylacetate =1:1 ); 
nmr (DMSO -d<Suh>6</sub> ):;de 10.94 (br, 1H ), 8.81 (s, 
1H ), 8.29 (br, 1H ), 8.26 (d, J=9.0Hz , 2H ), 7.69 (br, 1H ), 
7.58 (d, J=9.0Hz , 2H ),7.22 (dd, J=8.1, 8.1Hz , 1H ), 6.77 - 
6.67 (m, 3H ), 3.71 (s, 3H ), 1 .79 (s, 3H ). 



[0174] 

Working Example 1 (49) 

1 -ethyl -3- methyl -4- (3 -methoxyphenyl amino ) pyrazolo [5 
and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 69] 
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O HN - ^^ 

^— CH 

[0175] [0175] 

TLC:Rf 0.51 (9nnt*)lA:WS— /U=9:l); TLC:Rf 0.51 (chloroform methanol =9:1); 



NMR (DMSO-ds) : 8 10.93 (s, 1H), 8.71 
(s, 1H), 8.22-8.15 (brs, lH),7.60-7.50 (brs, 1 
H), 7.20 (dd, J = 8.7, 7.8 Hz, 1H), 6.70-6.67 
(m, 2H),6.63 (d, J = 8.7 Hz, 1H), 4.31 (q, 
J = 7.2 Hz, 2H), 3.70 (s, 3H), 1.69(s, 3H), 
1.35 (t, J = 7.2 Hz, 1H)„ 



nmr (DMSO -d<sub>6</sub> ):;de 10.93 (s, 1H ), 8.71 (s, 
1H ), 8.22 - 8.15 (brs, 1H ), 7.60 - 7.50 (brs, 1H ), 7.20(dd, 
J=8.7, 7.8Hz , 1H ), 6.70 - 6.67 (m, 2H ), 6.63 (d, J=8.7Hz , 
1H ), 4.31 (q, J=7.2Hz , 2H ), 3.70 (s, 3H ), 1.69 (s, 3H ), 1.35 
(t,J=7.2Hz,lH). 



[0176] [0176] 
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mmm kso) 

l-(2-*=f-)\,-?JL-)\,yi-*=f-)\,-4-(?,-*b*>7z- 

^>urs/')e : 5Vp[5,4-b]e'jy>-5-*yu7t<+-tt 

SK 

[ft 70] 



Working Example 1 (50) 

1 - (2 -methylphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 70] 
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(m, 3H),3.72 (s, 3H), 2.05 (s, 3H), 1.78 (s, 2.05 (s, 3H), 1.78 (s, 3H). 
3H)„ 

[0178] [0178] 

UMI 1(51) Working Example 1 (51) 

l-->^7P'<> ; 5 1 ;U-3-/ ; 3 1 ;U-4-(3-yh : ir->7x- IV, 1 -cyclopentvl -3- methvl -4- 

T5/)t°7yP[5,4-b]t° l Ji?>-5-*I^++>-5K pyrazolo 

[ft 71 ] [Chemical Formula 71 ] 
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[0179] [0179] 

TLC:Rf 0.35 (Vuutslb-U.WJ— JU=10:1); TLC:Rf 0.35 (chloroform methanol =10:1 ); 
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NMR (DMSO-dj) : S 10.91 (s, 1H), 8.70 
(s, 1H), 8.18 (br.s, 1H), 7.54 (br.s, 1H), 7.19 
(t, J = 8.4 Hz, 1H), 6.75-6.60 (m, 3H), 5.2 
3 (quintet, J = 7.4 Hz, 1H), 3.70 (s, 3H), 2. 
10-1.75 (m, 6H), 1.70 (s, 3H), 1.75-1.60 (m, 
2H)„ 
[0180] 
SMI 1(52) 

1 -^VU-3 -^;U-4-(3->h+->7x-;l/T5-/)f 

7VP[5,4-b]t 0| Jv>-5-A;U7t<*-tl-5K 

[lb 72] 



2002-1-23 

nmr(DMSO-d<3!ub>6</sub>):;de 10.91 (s, 1H), 8.70 (s, 
1H ), 8.1S (br.s, 1H ), 7.54 (br.s, 1H ), 7.19 (t, J=8.4Hz , 1H ), 
6.75 - 6.60(m, 3H ), 5.23 (quintet, J=7.4Hz , 1H ), 3.70 (s, 
3H), 2.10 - 1.75 (m, 6H ), 1.70 (s, 3H ), 1.75 - 1.60 (m, 2H ). 

[0180] 

Working Example 1 (52) 

1 -butyl -3- methyl -4- (3 -methoxyphenyl amino ) pyrazolo 
[5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 72 ] 
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(s, 1H), 8.18 (brs, 1H), 7.55(brs, 1H), 7.23-7. 
17 (m, 1H), 6.71-6.62 (m, 3H), 4.23 (tq, J = 
6.6 Hz,2H), 3.69 (s, 3H), 1.80 (t, J = 6.6, 
7.2 Hz, 2H), 1.69 (a, 3H), 0.81 (tj = 7.2 H 
z, 3H)„ 
[0184] 
UMI 1(54) 

i-^;u-3-^;u-4-(3-(yh*->*;u7t<-;i,T5 



1H ), 8 18 (brs, 1H ), 7.55 (brs, 1H ), 7.23 - 7.17 (m, 1H ), 
6.71- 6.62 (m, 3H ), 4.23 (tq, J=6.6Hz , 2H ), 3.69 (s, 3H ), 
1.80 (t, J=6.6, 7.2Hz , 2H ), 1.69 (a, 3H ), 0.81 (t, J=7.2Hz , 



[0184] 

Working Example 1 (54) 

1 -methyl -3- methyl -4- (3 - ( [metokishikaruboniruamino ] ) 
pheriylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Formula 74 ] 




TLC:Rf 0.41 (<7nnfr)U±:*$;-)\,=W:\y, 

NMR (DMSO-d 6 ) : S 10.99 (s, 1H), 9.62 
(s, 1H), 8.73 (s, 1H), 8.21 (br, 1H), 7.56 (br, 

1H), 7.23-7.19 (m, 3H), 6.75-6.71 (m, 1H), 
3.87 (s, 3H), 3.61 (s, 3H), 1.67 (s, 3H)„ 



[0185] 

TLCRf 0.41 (chloroform methanol =10:1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.99 (s, 1H ), 9.62 (s, 

1H ), 8.73 (s, 1H ), 8.21 (br, 1H ), 7.56 (br, 1H ), 7.23 - 

7.19(m, 3H ), 6.75 - 6.71 (m, 1H ), 3.87 (s, 3H ), 3.61 (s, 3H ), 

1.67 (s,3H). 

[0186] 

Working Example 1 (55) 

1 -cyclohexyl -3- methyl -4- (3 -methoxyphenyl amino ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 



[Chemical Formula 75] 
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[0187] 

TLC:Rf 0.50 (^PP-hVUA:/^— ^=9:1); 
NMR (CDC1 3 ) : S 10.54 (s, 1H), 8.51 (s, 1 
H), 7.22-7.15 (m, 1H), 6.73-6.66 (m, 3H), 5. 
90-5.70 (brs, 2H), 4.78-4.68 (m, 1H), 3.76 (s, 
3H), 2 05-1.85 (m, 6H), 1.80 (s, 3H), 1.75- 
1.20 (m, 4H)„ 
[0188] 

mm® i(56) 

l-(2-/h*->7x-;U)-3-^JU-4-(3-jth+->7x 
^.JUT5/)t° i 7V'P[5,4-b]t° l JvV-5-7]JU7t-s++J- 

5K 

lit 76] 



2002-1-23 

[0187] 

TLC:Rf 0.50 (cMoroform methanol =9 : 1 ); 
nmr (CDCl<sub>3<^sub> ):;de 10.54 (s, 1H ), 8.51 (s, 1H ), 
7.22 - 7.15 (m, 1H ), 6.73 - 6.66 (m, 3H ), 5.90 -5.70 (brs, 
2H ), 4.78 - 4.68 (m, 1H ), 3.76 (s, 3H ), 2.05 - 1.85 (m, 6H ), 
1.80 (s, 3H), 1.75- 1.20(m,4H). 

[0188] 

Working Example 1 (56) 

1 - (2 -methoxyphenyl ) - 3 -methyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 76 ] 
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TLC:Rf 0.34 (^PP^yUA:^^— ;U=10:1); 
NMR (DMSO-dj) : <S 11.07 (s, 1H), 8.76 
(s, 1H), 8.23 (br, 1H), 7.94(s, 1H), 7.63-7.56 
(m, 3H), 7.39 (dd, J = 7.8, 7.8 Hz, 1H), 7. 
35 (s, 1H), 7.27-7.23 (m, 1H), 3.88 (s, 3H), 
1.59 (s, 3H)„ 
[0192] 

mmm kss) 

i,3-y^;u-4-(3-(T5/'*;u/< : E-i'JU)7i^;u 

T5/)t°7VP[5,4-b]t° l Jv>-5-*;U7^++h5K 
[ft 78] 



2002-1-23 



nmr (DMSO -d< sub -6</sub> ):;de 11.07 (s, 1H ), 8.76 (s, 
1H ), 8.23 (br, 1H ), 7.94 (s, 1H ), 7.63 - 7.56 (m, 3H ), 
7.39(dd, J=7.8, 7.8Hz , 1H ), 7.35 (s, 1H ), 7.27 - 7.23 (m, 
1H ), 3.88 (s,3H), 1.59 (s,3H). 



[0192] 

Working Example 1 (58) 

1 and 3 -dimethyl -4- (3 - (amino carbamoyl ) phenylammo ) 
pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 78] 



TLCRf 0.34 (chloroform methanol =10:1 V 
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[0194] [0194] 

HJ6#I| 1(59) Working Example 1 (59) 

1 ,3-v y^7U-4-(3-(y h+V>h+ V)7x - ^UT5 1 and 3 -dimethyl -4- (3 - (methoxy methoxy ) phenylamino ) 

-/)tf7VP[5,4-b]egy>-5-*;U^*^5K pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[lb 79] [Chemical Formula 79 ] 




CH, 

[0195] 

TLC:Rf 0.50 (ethylacetate ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.97 (s, 1H ), 8.73 (s, 
1H ), 8 20 (brs, 1H ), 7.55 (brs, 1H ), 7.24 - 7.18 (m, 1H ), 
6.80- 6.68 (m, 3H ), 5.12 (s, 2H ), 3.88 (s, 3H ), 3.31 (s, 3H ), 
1.69 (s,3H). 
| 01 96 | 

Working Example 1 (60) 

1 and 3 -dimethyl -4- (3 - (hydroxy immo ) methyl ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula SO] 



[0195] 

TLC:Rf 0.50 (iftel^U); 
NMR (DMSO-d 6 ) : d 10.97 (s, 1H), 8.73 
(s, 1H), 8.20 (brs, 1H), 7.55(brs, 1H), 7.24-7. 
18 (m, 1H), 6.80-6.68 (m, 3H), 5.12 (s, 2H), 
3.88 (s,3H), 3.31 (s, 3H), 1.69 (s, 3H)„ 
[0196] 

mmm Km 

l,3-->V^^-4-(3-((tr-'a+->-<5/)> i f;upi 
-;UT5y)e77o[S4-blt I ijv>->-A^**++r 
SK 

[-lb 80] 
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O HN 



CH S 



[0197] 

TLC:Rf 0.47 (pUUt^U.W—. 



S:l); 



NMR (DMSO-d«) : S 11.23 (s, 1H), 11.00 
(s, 1H), 8.75 (s, 1H), 8.22(br, 1H), 8.07 (s, 1 
H), 7.57 (br, 1H), 7.37-7.28 (m, 3H), 7.14-7. 
09 (m,lH), 3.88 (s, 3H), 1.66 (s, 3H)„ 
[0198] 

mmm i(6i) 

l,3-y^^-4-(3-((^h*->-r5^)^/Upx- 

;uT5/)if7V'D[5Ab]egyv-5-:foA,7H*+f3 



[0197] 

TLC:Rf 0.47 (chloroform methanol =8:1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 1 1 .23 (s, 1H ), 1 1 .00 (s, 

1H ), 8.75 (s, 1H ), 8.22 (br, 1H ), 8.07 (s, 1H ), 7.57 (br, 

1H ),7.37 - 7.28 (m, 3H ), 7.14 - 7.09 (m, 1H ), 3.88 (s, 3H ), 

1.66 (s,3H). 

[0198] 

Working Example 1 (61) 



[Chemical Formula 81 ] 
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H,N 




TLCRf 0.57 (^PP5h;UA:yV-yU=8:l); 
NMR (DMSO-d*) : 6 11.01 (s, 1H), 8.75 
(s, 1H), 8.21 (br, 1H), 8.17(s, 1H), 7.57 (br, 
1H), 7.38-7.31 (m, 3H), 7.16-7.11 (m, 1H), 
3.88 (s, 3H), 3.84 (s, 3H), 1.65 (s, 3H)„ 



[0199] 

TLC:Rf 0.57 (chloroform :methanol=8:l ); 
nmr(DMSO-d<Sub>6</sub>):;de 11.01 (s, 1H), 8.75 (s, 
1H ), 8.21 (br, 1H ), 8.17 (s, 1H ), 7.57 (br, 1H ), 7.38 - 
7.31(m, 3H ), 7.16 - 7.1 1 (m, 1H ), 3.88 (s, 3H ), 3.84 (s, 3H ), 
1.65 (s,3H). 
[0200] 

Working Example 1 (62) 
1 and 3 -dimethyl -4- (3 - (amino imino ) methyl ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 
[Chemical Formula 82 ] 
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[0201] 

TLC:Rf 0.47 (?BBfan,I*:*&S— 



.-8.1), 



NMR (DMSO-d 6 ) : d 10.99 (s, 1H), 8.74 
(s, 1H), 8.20 (br, 1H), 7.60(s, 1H), 7.56 (br, 
1H), 7.30-7.16 (m, 3H), 6.99-6.96 (m, 1H), 
6.77 (s, 2H), 3.88 (s, 3H), 1.64 (s, 3H)„ 
[0202] 
%Mm 1(63) 

i,3-v^^-4-(3-vry7x-;uT5y)e7yD 

[5,4-b]lf' J y V-5-*>UtH++*-5K 
[1b 83] 



CH S 



N-NH, 



[0201] 

TLC:Rf 0.47 (chloroform methanol =8:1 ); 

nmr (DMSO -d<sub>6</sub> ):;de 10.99 (s, 1H ), 8.74 (s, 

1H ), 8.20 (br, 1H ), 7.60 (s, 1H ), 7.56 (br, 1H ), 7.30 - 

7.16(m, 3H ), 6.99 - 6.96 (m, 1H ), 6.77 (s, 2H ), 3.88 (s, 3H ), 

1.64 (s,3H). 

[0202] 

1(63) 



| Chemical Formula 83] 
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[0203] 

TLC:Rf 0.38 (WKx*;U); 

NMR (DMSO-dj) : d 10.83 (s, 1H), 8.76 

(s, 1H), 8.23 (br, 1H), 7.60(br, 1H), 7.56-7.4 

4 (m, 3H), 7.41-7.36 (m, 1H), 3.91 (s, 3H), 

1.72 (s, 3H)„ 

[0204] 

mmm w) 

l,3-V^ t: f^-4-(3-((3S)-l-t-^h+vA^^-;U 

t°pgy>-3-<;u^->pi-;uT5/)t7yD 

[5,4-b]t°'jy>-5-*;U7H++»"5K 



TLC:Rf0.38(ethylacetate); 

nnir (DMSO -d<sub>6</sub> ):;de 10.83 (s, 1H ), 8.76 (s, 
1H ), 8.23 (br, 1H ), 7.60 (br, 1H ), 7.56 - 7.44 (m, 3H ), 7.41- 
7.36 (m, 1H ), 3.91 (s, 3H ), 1.72 (s, 3H ). 

[0204] 

Working Example 1 (64) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -t-butoxycarbonyljpl 1 
pyrrolidine -3- yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] 
pyridine -5-carboxamide 
[Chemical Formula 84] 
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0 HN 



H,N 




XX..0 

CH S V 



H 3 C CH 3 

o y-cH 3 



CH 3 



[0205] 

TLC:Rf 0.35 ($UUfr)\,i>.:**J—)\,=9.\); 

NMR (CDCy : 5 10.59 (s, 1H), 8.54 (s, 1 
H), 7.20-7.15 (m, 1H), 6.78-6.63 (m, 3H), 6. 
00-5.70 (brs, 2H), 4.85-4.79 (m, 1H), 4.00 (s, 

3H), 3.60-3.40 (m, 4H), 2.20- 2.00 (m, 2H), 

1.78 (s, 3H), 1.46 (s, 9H)„ 
[0206] 
Sffiffl 1(65) 

i,3-v^;u-4-(3-((3S)-i-r-b i ? 1 ;utfniJvV-3- 
4ll,1-*i')-7nL=l\,TS.S)ti = 7Vn[5A-b]t?<)*J 
V-5-*;UjK#^5K 



[0205] 

TLC:Rf 0.35 (chloroform methanol =9:1); 
nmr (CDCKsub>3</sub> ):;de 10.59 (s, 1H ), 8.54 (s, 1H ), 
7.20 - 7.15 (m, 1H ), 6.78 - 6.63 (m, 3H ), 6.00 -5.70 (brs, 
2H ), 4.85 - 4.79 (m, 1H ), 4.00 (s, 3H ), 3.60 - 3.40 (m, 4H ), 
2.20 - 2.00 (m, 2H ), 1 78(s, 3H ), 1 .46 (s, 9H ). 

[0206] 

Working Example 1 (65) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -acetyl pyrrolidine -3- 
yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] pyridine 
-5-carboxamide 
[Chemical Formula 85] 
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H,N 




TLC:Rf 0.26 ($UUfrl\,l>.:*$/— iU=9:l); 
NMR (CDC1 3 ) : S 10.61, 10.58 (s, 1H), 8.5 
6, 8.55 (s, 1H), 7.23- 7.15 (m, 1H), 6.80-6.7 
0 (m, 1H), 6.65-6.61 (m, 2H), 6.00-5.80 (br, 
2H), 4.95-4.82 (m, 1H), 4.00 (s, 3H), 3.80-3. 
50 (m, 4H), 2.32-1.95 (m, 2H), 2.08, 2.04 (s, 
3H), 1.79, 1.78 (s, 3H) 0 
[0208] 



[0207] 

TLC:Rf 0.26 (chloroform :n 



nmr (CDCKsub>3<sub> ):;de 10. 61 and 10. 58 (s, 1H ), 8. 
56 and 8. 55 (s, 1H ), 7.23 - 7.15(m, 1H ), 6.80 - 6.70 (m, 
1H ), 6.65 - 6.61 (m, 2H ), 6.00 - 5.80 (br, 2H ), 4.95 - 4.82 
(m, 1H ),4.00 (s, 3H ), 3.80 - 3.50 (m, 4H ), 2.32 - 1.95 (m, 
2H ), 2. 08 and 2. 04 (s, 3H ), 1. 79and 1. 78 (s, 3H ). 

[0208] 

Working Example 1 (66) 



[Chemical Formula 86 ] 
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NMR (DMSO-dj) : S 11.25 (bs, 1H), 8.75 
(s, 1H), 8.30 (bs, 1H), 7.64(bs, 1H), 7.25 (t. 
J = 7.8 Hz, 1H), 6.84-6.66 (m, 3H), 4.20 (d, 
J = 7.2Hz, 2H), 3.72 (s, 3H), 1.68 (s, 3H), 
1.35-1.20 (m, 1H), 0.56-0.36 (m, 4H)„ 
[0212] 

mmm i(68) 

i-->^p^"pe;u^;u-3-x^;u-4-(3-^h*->-7 
i=;UT5/)l=7yDL5 ; 4-bJriUvV-5-*JUtf* 

lie 88] 



nmr (DMSO -d<sub>6</sub> ):;de 1 1 .25 (bs, 1H ), 8.75 (s, 
1H ), 8.30 (bs, 1H ), 7.64 (bs, 1H ), 7.25 (t. J=7.8Hz , 1H ), 
6.84 -6.66(m,3H), 4.20 (d [= 2Hz 2H ), 3.72 (s, 3H ), 
1.68 (s, 3H ), 1.35 - 1.20 (m, 1H ), 0.56 - 0.36 (m, 4H ). 



[0212] 

Working Example 1 (68) 

1 -cyclopropyl methyl -3- ethyl -4- (3 -methoxyphenyl 
amino ) pyrazolo [5 and 4 -b J pyridine -5-carboxamide 



[Chemical Formula 88 ] 
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l,3-V^^-4-(3-((3S)-l->v;Ut°P l Jv>-3- 

;u^-+->pi-yur5/')e : 5Vp[5,4-b]egy 

[ft 89] 



Working Example 1 (69) 

1 and 3 -dimethyl -4- (3 - (3 S ) - 1 -mesyl pyrrolidine -3- 
yloxy ) phenylamino ) pyrazolo [5 and 4 -b ] pyridine 
-5-carboxamide 
[Chemical Formula 89] 



0=S-CH 3 



0 HINT 



CH, 



[0215] 

TLC:Rf 0.31 (^□□7t»;Ui.:^y— /U=9:l); 
NMR (DMSO-de) : 6 10.93 (s, 1H), 8.73 
(s, 1H), 8.25-8.15 (brs, lH),7.60-7.45 (brs, 1 
H), 7.21 (t, J = 9.0 Hz, 1H), 6.73-6.65 (m, 
3H), 5.04-4.99 (m, 1H), 3.87 (s, 3H), 3.52 (d 
d, J = 11.7, 4.2 Hz, 1H), 3.40-3.25 m, 3H), 
2.85 (s, 3H), 2 22-2.00 (m. 2H), 1.68 (s, 3 



[0215] 

TLC:Rf 0.31 (chloroform :n 



sthanol =9:1); 



H). 
[0216] 



ninr (DMSO -d<sub>6</sub> ):;de 10.93 (s, 1H ), 8.73 (s, 
1H ), 8.25 - 8.15 (brs, 1H ), 7.60 - 7.45 (brs, 1H ), 7.21ft 
J=9 0Hz , 1H ), 6.73 - 6.65 (m, 3H ), 5.04 - 4.99 (m, 1H ), 
3.87 (s, 3H ), 3.52 (dd, J=l 1.7, 4.2Hz , 1H ), 3.40 - 3.25 m, 
3H) , 2.85 (s, 3H ), 2.22 - 2.00 (m, 2H ), 1 .68 (s, 3H ). 



[0216] 

Working Example 2 
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ss^u^i^A^pvh^^-f-^p 

P^UA:>^/-;L-=50:l)-efflSL. T BE 4*1 ft 
ffi£*Y3*3iBJ3ft£4*](98mg)£ff*:= 



TLC:Rf 0.36 (^7PP*JUi.:^y'-;U=9:l); 
NMR (DMSO-4) : 8 8.64 (s, 1H), 7.62 (br 
s, 1H), 7.43 (brs, 1H), 7.03 (t, J = 8.1 Hz, 
1H), 6.37-6.33 (m, 1H), 6.17-6.10 (m, 2H), 
3.96 (s, 3H), 3.64 (s, 3H), 3.27 (s, 3H), 2.02 
(s, 3H)„ 
[0218] 

l,3-yj' i f;U-4-(3-((3S)-t:P l Jv>-3--f^+ 

v)7i^;ur5-/)t7Vn[5,4-b]t°Uv>-5-*yu 

[ft 91] 



including methyl iodide (568 mg ). 

reaction mixture was filtered with celite , filtrate under 

vacui. itrated. 

residue was refined with [shirikagerukaramukuromatogurafii ] 

(chloroform methanol =50:1 ), the compound of this 

invention (98 mg ) which possesses thebelow -mentioned 

property value was acquired. 

TLC:Rf 0.36 (chloroform methanol =9:1); 

nmr (DMSO -d<sub>6</sub> ):;de 8.64 (s, 1H ), 7.62 (brs, 

1H ), 7.43 (brs, 1H ), 7.03 (t, J=8.1Hz , 1H ), 6.37 - 6.33 (m, 

1H ), 6.17- 6.10 (m, 2H ), 3.96 (s, 3H ), 3.64 (s, 3H ), 3.27 (s, 

3H),2.02(s,3H). 

[0218] 

Working Example 3 

1 and 3 -dimethyl -4- (3 - (3 S ) -pyrrolidine -3- yloxy ) 
phenylamino ) pyrazolo [5 and 4 -b ] pyridine -5-carboxamide 

[Chemical Formula 91 ] 
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H 



hsnA tVn 



0 HN 



[0219] 

ittttn 

(64)-e®ligLfc'lb^ft(300mg)03ftKx^;U10 
mL)-y*-/— ;K10mL)3j*[C 10%ffl1t**>* 

y-;u»»(3mL)*jp*r^a-e 15 teiHStfL 

fco 



U TtEMIltt£*-f -5#JgBJHt£tl(125mg) 



[0219] 

Working Example 1 

ethylacetate of compound (300 mg ) which is produced with 
(64) (10 ml ) -methanol in(10 ml ) solution 15 hours it 
agitated with room temperature including 10% hydrogen 
chloride methanol solution (3 ml ). 



You washed extracted liquid with saturated sodium carbonate 
aqueous solution , after drying and under vacuum 
concentrated with anhydrous magnesium sulfate , you 
acquired the compound of this invention (125 mg ) which 
possessesbelow-mentioned property value . 



TLCRf 0.36 {'jUU-fclVUJ-U— JU:Wt$=l TLC:Rf 0.36 (chloroforr 



methanol :a> 



id =10:2:1 ); 



NMR (DMSO-d e ) : d 10.93 (s, 1H), 8.73 
(s, 1H), 8.23-8.12 (brs, lH),7.63-7.45 (brs, 1 
H), 7.21-7.15 (m, 1H), 6.70-6.60 (m, 3H), 4. 



nmr(DMSO-d<sub>6<ysub>) ;de 1093 (s, 1H), 8.73 (s, 
1H ), 8.23 - 8.12 (brs, 1H ), 7.63 - 7.45 (brs, 1H ), 7.21 -7.15 
(m, 1H ), 6.70 - 6.60 (m, 3H ), 4.80 - 4.75 (m, 1H ), 3.87 (s, 
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80-4.75 (m, 1H), 3.87 (s, 3H), 3.31 (brs, 1 
H), 2.98-2.63 (m, 4H), 1.98-1.82 (m, 1H), 1. 
70-1.60 (m, 1H), 1.67 (s, 3H)„ 
[0220] 

[£l#J0US#J*l 1 

r. -te+ic 50m g rosttjs»s^*-r-sii#j 

ioo SJSfe. 



[0220] 

{Formulation Example } Formulation Example 1 
After mixing each component below with conventional 
method, pill-making doing, itacquired tablets lOOpill which 
contains active ingredient of 50 mg in one tablet . 



■1, 3-V**l\,- 4-(3-/h*v7x-;UT5y)t° : 5 > /P[5, 4- 


<seq>5 and 4 -* 1 and 3 -di methyl- 4- (3 -methoxyphenyl amino ) pyrazolo 


b]t 0| J^>-5-^JU7H++J-5K 










5.0g 




bjpyridine - 5- carboxamide 


**"*5.0g 


■*/UJr;*v^;u-tr;UD-x*;uv^A(W«»J) 






0.2g 




* |karabokishiniechiruscruroosukarushiumu | (disintegrating agent) 


***** 0.2 g 












O.lg 




*amount of magnesium stearate ** (lubricant) 


***** 0.1 g 


■HttHriUD-* 










4.7g 




*m icrocrystalline cellulose 


*»***4. 7g 



[0221] 
»H«I 2 

*at *y aas&tiu 1 r>?vu* 20m g 05 g 
ttj*#s**i-*7>?vu 100 *s»fc. 



[0221] 
F. inn 1 ilation Example 2 

After mixing each component below with conventional 
method , sterilization it did the solution with conventional 
method , was filled in ampoule ,5 ml lyophilizing itdid with 
conventional method , it acquired ampoule 100 book which 
contains the active ingredient of 20 mg in 1 ampoule . 



<seq>3 - [me ] </seq>- 



r-^v7x-VUr=/)e5VP[5, 4- 



<seq>5 and 4 - [tokishife 
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*mannitol 


























***** 20 g 






























■■■■1000m 


1 


*distilled water 


**** 1000 m 
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